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(57) Abstract 

An imidazolidine derivative represented by general formula (1) and medicines containing the derivative as 
the active ingredient, representative examples of which include a chymase inhibitor and a preventive or remedy 
f r cardiac and circulatory diseases caused by abnormal palpitation induced by angiotensin n, wherein A and B 
represent each an aromatic hydrocarbon group which may be substituted by one to three substituents selected from 
among halogen, Ci-O alkyl. C1-C4 alkoxy, G-C4 alkylenedioxy, phenoxy, nitro, cyano, phenyl, C2-C3 a^anoylamino 
carboxyl which may be esterified with C1-C4 alkyl or alkenyl. caiboxyalkyl which may be i estenfied with C1-C4 alkyl 
or alkenyl, carboxyalkyloxy which may be esterified with C1-C4 alkyl or alkenyl, N-alkylmperazmylcarbonyl, N- 
alkylpiperazmylcart^ N-alkyl-piperazmylcarbonylalkyloxy and morpholinocarbonyl; X represents sulfonyl or 
caibonyl; and Y represents oxygen or sulfur. 
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-^>-2, 4 - -^^> (<b-£&) 6 ) <p£fi£ : 

7 x — ;UT $ JWtWt* fiU^f^l . 4g (7. 8 2mmojO 2 - ? a 
o'O-fcr >x;l/7 * — Jl>4 7 ->7*- h 1 . 7g (7. 8 2mmo£) fr<bMt&&l 
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(6 5. 6 &nt~o 

m .6 : 1 9 7 - 1 9 9 . 5 °C, 

P MR (<5ppm, DMSO-ds) :4. 65(s.2H). 7. 2-7. 8(m. 7H) 

mtfofflS. 3- (4-^ao / <>7^^) - 1 - 7 j.—JI'C i : Jy- 2, 

4 - vary ut&fo 8 )-<o£-fig : 

(C) Kftt^ l-7x-;K;^7 l J^>-2, 4 - > 5 0 0 mg 
(2. 8 4mmoi) £ £ u ^> 2 o^(r&8¥U :ni:Wi:p-i'DD^> 
7'f;^n7^ F5 0 Oig (2. 8 6 mmo^ ) £fiST ITlHI^ 0~~5°C"C2B# 

1 3 



WO 96/04248 PCTAIP95/01485 

2 2 Orag ( 2 5 %IR^) 

tttt : 

Sfe.S : 1 8 2 . 5 - 1 8 3. 5 °C, 

PMR (5ppm, DMSO-d 6 ) :4.63(s.2H). 7. 1-8. Km. 9H) 
HJfc#J9. 3 -^y/-(Jl- 1 -7x^H ? y-/u *Jy- 2, 4-iS*y «t 
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nnm 1 o . 3 - (2-^DaK//>f^) - 1 -7x^h ^ vy- 2. 

l-7x-;K;y , /'J^>-2, 4-^^>560mg(3. 18nnol)£ 
2-?DD<>7^;^D7^f K5 6 Oig (3. 2 2 mmo i ) *>> £Hlifc#J 8 <t 1^ 

tsssu n y /mm*-?- >ifr>bm£B<tLTmm<t&vo 1 3 omg 
(12. 9 &ntz 0 

M* : 1 8 4 - 1 8 5 °C, 

PMR (5ppm, CDC £ 3 ) :4.45(s.2H). 7. 2-7. 7(m. 9H) 

fttfcffll 1 1 . 3 - (3, 4 - ^aa^>7^^) - 1 -7x-M ^ ^'/'J ^ 

>-2, 4 - (fb£%lll) CD-£5g : 

l-7xi;K;^/>J^>-2, 4 9 3 Omg (5. -2 8 mo I) £: 

1 4 
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3, 4--??DD^> , /^f^?D7'f Kl. 1 g (5. 2 8mmo£ ) ^£#Sfl60d 

8 t^cutiifk^ i . 5g (82. o%wm) *mzo 

: fcfelSfi. 

: 2 0 2 - 2 0 3 °C, 
p MR (<5ppm, DMSO-d«) :4.62(s.2H). 7. 1-8. 4(m. 8H) 

mmm 1 2 . 1 - •? 3 - (4 - y -r ^ y-zu 

2, 4->^> (fb^l2) CD-£fi£ : 

l-7x-H;^/'jy>-2, 4 5 1 0 mg (2. 9 0mmo£)t 

4 _y f, ^ > »/ 4 ;^D7-f K5 0 ODg (2. 9 3 mmo £^SS#J 8 t 
H^ir LXWMitii® 7 6 0 mg ( 8 6 . 3 %W.m £#fco 

1K£ : 1 6 1 - 1 6 3 °C, 

P MR (5ppm, DMSO-de) :3.89(s.3H). 4.66(s.2H), 
7. 0-8. 1 (m. 9H) 

mmmi 3. i - -y x^-;u- 3 - (3-y h^->^>'/^^) -f ^ y/'J 

2, 4- -^^> (fb^l3) CD^-fig: 

l-7x-;K;y , /'J^>-2, 4 - 5 8 0 mg ( 3. 30mmo£)£: 

3 _y Jlfv^J K 5 6 0 mg (3. 2 9 mmo i ) 7^ <s>^J&0!l 8 i 

m 9 0 mg ( 1 0 . 2 £»fco 
tttt : 

: 1 6 1 - 1 6 2 -C, 
P MR (dppm, DMSO-de) :3.83(s,3H), 4.64(s.2H). 
7. 1-7. 7(m. 9H ) 

mmm 1 4 . 3- (2, 6 - v /mo*/* >d -i-7x^;K;y7'i^ 

>-2, 4 - : J*y «b^!4) (D^fiSc : 

1 5 
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l-7x-;K;y7^>-2, A- f J*y\. lg (6. 2 5mmoi)t 
2, 6-^yf;K>7>f^^a7-<Kl. 1 2g (6. 6 5 mmoi ) £ f 'J ^ 
>3 0^i:iglHU 6 0°CT3B£lig5!££-ti\ £»£&7&> t* n v^EES^- 
7 >f - (SBflflS : n -^*-9->/Bfc&x^) TfilKU n - ^4-9" >/5*®?x 
T)lfrt>m$k<tLXmm<t4i® 1 2 2mg (5. 8%UX33) £#fc 0 
: 

Mj^ : 1 3 5 - 1 3 7'C, 

PMR (<5ppm, CDC ^3) : 2. 33(s. 6H), 4.40(s.2H). 7. 0-7. 6(m. 8H) 

mmm i 5 . 3- (4-7x^K>-;>f^) - 1 -7 i 

2, 4-^*> (fb^!5) O^-fiR: 

l-7x^K;y7'J^>-2, 4 - i?-*y 5 3 0 mg ( 3. 00mmo£)«Jr 
4-7 * >7^^?D7>f K 6 5 0 mg ( 3 . 0 0 mmo £ ) ^ Hlfcffil 8 

1 0 Omg (9. 9 %IR^) £#/c 0 
tttt : 

Hk£ : 1 9 6 - 1 9 8 'C. 

PMR (<5ppm, CDCia) :4.52(s.2H). 7. 2-8. 2(m, 14H) 

mmm 1 6 . 3 -^>y>r>>u- 1 -7x^k $y-/'j^>-4-^->-2-f- 

H fife $1 1 tl^ic LT, 7x^^7;;stSlxf;uxf^l. Og 
(5. 5 9 mmo £) t'O-tf >7^l/7 + Vf t - h 9 6 Omg 

(5. 8 9mmo£ ) frb, N-'O-tf >x;U7 *x /U-N' -7x-;kN' - 
x h*i/#;u#-;i,/ ^^^^-^ i/7i. 8 g&'&fco nbtitz^jtwrmm 
f*l. 6g(4. 6 8mmo^) ^£Hfife#J 1 tl^iClt, &®{t£12l 1 8 Omg 

1 6 
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(13. 0 StfiR^O ^i/co 

tttt : m&mih, 

H** : 1 7 2 -1 7 4°C, 

PMR (5ppm, CDC i 3 ) :4.66(s.2H). 7. 2-8. 1 (in. 1 OH) 

mt&M 1 7 . 3- (3-7x^^y/>f^) -l-7x>^^'/'J^> 

-2, 4-i?-*y Ut&mT) Oitfc : 

1 -7 i^;l/>f ^ y-/'J 2, 4 - ^*> 5 0 Omg (2. 8 0mmo£)t. 

S-^iy+^^^'/^^^a^^ K6 0 Omg (3. 0 0 mmo £ ) £^Sfe0!J 8 

&(££®£U n -^ + -9->/B^Kxf-;l^t>ife B B H fl:LT^S<l:^^l7 8 0 
mg ( 6 9 . 9 £f#/c 0 
tttt : 

St* : 1 5 7 - 1 5 8 °C, 

PMR (<5ppm, CDC is) : 4. 62(s.2H). 7. 0-7. 9(m. 14H) 

mt&M 1 8 . 3- (2-7x;t->^>7>f;l) -l-7x>M;y/'J^> 

-2, 4 -'^^-> (<b£%H8) CD£t£ : 

1 - 7 x— ;U>r ^*/U 2, 4 5 0 Omg (2. 8 0mmoi)i:. 

2-7xyt-> / <>7'f^?07^ K7 0 Omg (3. 0 0 mmo £ ) £^&iflJ 8 

ffl?B*xf-;u) TffglU n >/Bmx^;u^£iji£ B 1 l {bLT^®ffc£ 
12D 3 6 0 nig ( 3 2 . 8 %iR^) £f#/c 0 
tttt : 

Hi*,: 1 2 7 - 1 2 8'C, 

PMR (6ppm, CDC is) :4.23(s.2H). 6. 7-7. 9(m. 14H) 

mt&m 1 9 . 3- (4-7x;tM^Jt7t-^ -1-7x^1-^ 

iPVWy-Z, 4 - (fb-£&H9) g>£fi£ : 

1 7 
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N- Z> x^;l/7 = J Hfcgfc 1 . 25g (8. 2 9mmo£ ) ©7=- h 5 t Ka 7 ^ > 

l oom^i:, 4 - 7 x y +^-^>-tf >^;i/7 ;u-< y ->y*- h 2 . o 
g (8. 2 9unol) £MTllll;U 1 6 B^IWfll # L/c<> 

0°Cc:#£PU * >2. 09g (20. 7 mmo J: ? o ;Hfc 

&x^;U 9 0 Omg ( 8. 2 9imol) *tfliL, 0 'CT 1 ^FBI«ff L^o KCE»7 

/ft»x 3 : 1) TWfiU ^**>/ftBfxf-;i,*N^|SfifkLT, 

Yb^tt 3 1 0 mg ( 9 . 2 96IRSP) £7#/,io 
tttt : 

lfe.£ : 1 5 7 - 1 5 7 . 5 °C, 

PMR (5ppm, CDCi 3 ) :4.32(s.2H), 7. 0-8. 2(m. 14H) 

nt&m 2 0 . 1 - y 3- (3-y Yaf-i/iyHyTsA,? *x;u) - >r * 

y-/U^>-2, 4 - ^^-> (fc£-%)20) <P£fiE : 

N-7x-^7i;SB?3. 39g (22. 5mmo£) 3-yh:X>-tr 
>^A7+-/KVi/7*-h4. 78g (22. 5 no I) Hffiffll 1 9 

tK*RCUT«jBYfc^«0. 3 0g( 3 . 8 £Wc 0 
tttt : 

: 2 0 1 - 2 0 1 . 5 °C, 
PMR (<5ppm. CDC i 8 ) :3.89(s.3H), 4.31(s.2H). 7. 1-7. 8(m. 9H) 

mmm 2 1 . 1-7x^-3 - (4-n^^ / o-tf>^^7t^^) -ji 

N-7x-i7 $ y Mfc2. 1 0 g ( 1 3. 9nunoi ) t % 4 - * h i>^<>-tf 
>7^7t-^K7^7*-h2. 9 5g (1 3. 9 ramo £ ) ^ £ N HSffi^J 1 9 

tmmiz LTmmit&® 1 . ?og (35. is«30£#/c o 

Hi* :• 2 1 0 . 5 - 2 1 1 °C, 

PMR (5ppm, DMSO-de) :3.86(s.3H). 4.51(s.2H). 

l 8 
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7. 1-8. 0(m, 9H) 

2 2 . 3 - ( 3, 4 - 'J* Y^i/^yMy^h-? - 1 - 7 *-JU 

-J i ?vWy - 2, 4-iS*> Ut&m2) ; 

N-7x-;l/7 * yS^2. 0 9g (1 3. 8mmo J e)t> 3, 4 h*> 
^>-t?>X;l/7t--'K7 i >T^- h 3. 3 5 g (13. 8 mmo£ ) rt N £^ ^Sfe 
0IJ 1 9 tffifcc: LT£Cjg<fc^ 2 . 0 1 g ( 3 8 . 7 9<>IK30 ^#/c 0 

: 2 0 9 - 2 1 0 °C, 

P MR (dppm, DMSO-ds) :3.83(s.3H). 3. 87(s.3H). 4.51(s.2H). 
7. l-7.7(m,8H) 

mmm 2 3 . 3 - (4 -7 Ji*v<y-vyx>\<7 - 1 - 7 4 x 

?y')iS>-2, 4 - itiry (fb^23) g>£fiE : 

N-7x^7 $ ;PBI2. 0 9g (13. 8mmo£)t. 4 - 7 ;U * n -n: > 
-tf > X ;U 7 * — ;K7->T^ - h 2. 7 5 g ( 1 3. 8 mmo £ ) ^ ^Slfe 
M 1 9 fcl^*Kb"r««fl:£«2. 4 lg (50. 2 5*1R^) £f#/c 0 

B&.S : 1 9 6 . 5 - 1 9 7'C, 

PMR (dppm, DMSO-de) :4.51(s.2H). 7. 1-8. 2(m. 9H) 

HSfcftl 2 4 . 3- (4-7 f n^n^>f>X^7t^) - 1 -7 3-=-)i- 4 i 

yy*)yy-2, 4-y-ty «fc£-®)24) : 

N-7x-^7;;^l!2. 0 5g (13. 6 mmoi ) t N 4 - !7*n > -fe* 
>x;l/7t-^KV->7*-b3. 5 5g (1 3. 6 mmo£ ) 7^ ^Jfcffll 1 9 
il^d LT«Hft#«3. 1 5g (5 6. 5 *>iR30 *»/c c 
tttt : 

jUl.6 : 1 9 0 - 1 9 1 °C, 

PMR (<5ppm, DMSO-d 6 ) :4.50(s.2H). 7. 0-8. 0(ra. 9H) 

mt&M 2 5 . 3- (3-7x;t-> / Ot'>X;l/7t^) - 1 - 7x-il-^ 

I ?y*) yy - 2, A- : J*y (fb^^25) cp-g-fig : 
N-7x-^7 ~ 1 . 6 7 g ( 1 1 . lmmojtf ) 3-7x y 
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y-ify^Jl y v yT%- h 2. 6 9g(ll. lmmo^) HSfe^i 

i 9 tmm~ Lxmm<t&®2. 04g (45. z%mm) zm~ 0 
: m&f&&, 

: 1 5 0 - 1 5 1 'C, 
PMR (5ppm, DMSO-d«) :4.52(s.2H). 7. 1-7. 8(m. 14H) 

mmm 2 6 . 3- (4 --vu^y-ey^^y - i-7x_^-^-y 

'/ 'J 'J > - 2 , 4 - j>Hr y (fc-£&)25) CD^-fiR : 

N-7i-;l/7 ~ 7 B1=g& 1. 87g (12. 4mmo.O 4-— h u^>-tr 
yTsflZP it-m V >T*- h 2. 8 2 g (12. 4mmo J n ri^, HSg#J 1 9 
tmmiz LTWM<t&® 0 . 5 4g (1 1. 6 5k>iR30 £»/c 0 
fcfctt : 

: 2 0 3. 5-204. 5 "C, 
PMR (dppm, DMSO-ds) :4.52(s.2H), 7. 1-8. 5(m. 9H) 

Hlffift! 2 7 . 3- (3, 4 - ! J * rfriy-e y^Jiy *— ji) -i-7x-a- 

^ ^'/'J V>y- 2, 4 - -^^> afc£%l27) CD^-fig : 

N-7x-;t/7 i 7 B^I* 1 . 6 3 g ( 1 0 . 8mmo£) <t. 3. 4 - it * ^Jl 
s<y-£y XJl? t—jij yi/T*- h 2. 78g (10. 8 mmo ItJfc 

« i 9 tmm\z.Lx&mt&® 1 . 93g (4 9. 6%wm) &&tz 0 

1<M* : 

: 2 2 7 - 2 2 8 °C, 
PMR (dppm, DMSO-d 8 ) : 2. 32(s. 6H). 4.52(s.2H). 
7. 1-7. 8 (m. 8H) 

HJfe^J 2 8 . l - 7 3 - ( 4 -7 x^.;u^>-tf *~;t/) --r^ 

y'/'J^>-2, 4-^-ty (^^28) cp^-fiSc : 

N-7x-;b7 a ;mmo. 1 5 g ( 0. 9 9mraoi) 4 - 7 i — ^'O 
■tfy^Jly *-J\sJ VS/T*- 1- 0. 26g (0. 9 9 nuno £ ) £ „ H 2fi 00 

i 9 tmmzLTmm<t&®o. 1 ig (2 8. 3%ir^> &mtz 0 

iUl.S : 2 2 2 - 2 2 4 °C, 
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PMR Uppm, DMSO-d.) :4.53(s.2H), 7. 1-8. 2(m. 14H) 
fIJfefll 2 9 . 3- (1, 4 -s<yW**-?y- 6 *— Jl) - l- 7x 

=-)l->( ; >>>- 2, 4 (Yfr&tt29) Q-£fi£ : 

N- 7 x-A-T $ J Mm 0 . 34g (2. 2 5mmo£) 1, 4-^>V> ? 

6 - X^7 + — A--T V->T*- h 0. 5 6g (2. 2 2 mmo £ ) , 
#I$flS#J 1 9 fcfiJtBC LTHSYfc^&O. 33g (39. 6 9*iR*0 
tttt : 

Hi* : 2 2 5. 5-226 °C. 

PMR (fippm, DMSO-de) : 4. 3-4. 3(m. 4H). 4.51(s.2H). 
7. 1-7. 6(m. 8H) 

3 0 . 3- (4 - ^DP^>-lf>X;l/7t^^) -1- (4-7x;t'> 
7xr.il) ->r ^ y'/'J 2, 4 (fb^30) CD^fiR : 

N- (4 - 7x;t^i- AO T; J$mo. 5 7g (2. 35mmo£)t, 
4 - ? aa^y-tfyxJl? t — m 'Ji/Y*— b 0. 60g(2. 34mmo£) 

frz. mmmi 9 tmmzLTWMit&voo. 5 3g (5 1. *»fco 

Hfe* : 1 7 9 . 5 - 1 8 1 °C. 

PMR (5ppm, DMSO-d«) : 4. 50(s. 2H). 6. 9-8. 1 (m. 13H) 

nt&M 3 1 . 3 - (4 - ? a a if > * - Jl) - 1 - (2-7x7^^ 

7 j. -AO ->f * y'/'J 2, 4-^*> (fb£®31) : 

N— (2-7x>/ + i / 7x-/l') T^y Stfifc 0 . 5 7g (2. 3 5mmo^)i:. 
4-^DD<>t">^;l/7t-^K7^7^-F0. 6 Og (2. 34mmoi) 
ISffiffl 1 9 £ffi«(::LT«Hfl:£ttO. 53g (51. 3 96 flMQ 

&> ,5 : 1 7 9 . 5 - 1 8 1 °C, 

PMR (dppm, DMSO-d.) : 4. 50(s. 2H). 6. 9-8. Km. 13H) 

nifc&l 3 2 . 3 - ( 3 - / h^ft A-ff'-A-'Q-tf >x;b7 4-— AO - 1 - 7 x. 

—ii-j i y-/u f jy-2, A-v-ty «b^^32) o^-fig : 

N- 7 x-;l/7 i JWfWi 0 . 3 5g (2. 3 2mmo£) i:, 3-y 

2 l 
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ju^y-vy XJiy * — ;U-r v *>r* — h 0 . 5 6g (2. 3 2nunoi ) 7^£> 
HJfeffll 9 tl^<£c:LT*SS@flS<£&lO. 4 1 g (4 7. 4 96lR2p) £f#fc 0 

Bfe* : 1 7 0 - 1 7 1 °C, 

PMR (dppm, DMSO-d«) :3.92(s.3H). 4.51(s,2H). 
7. l-8.4(m.8H), 9.28(s. 1H) 
3 3 . 3- ( 3 -T D ;bt^^^^^M>-tr'>X;l7 ~ 1 ~ 

^ * y/'J 2, 4 (fb^33) g>£fig : 

N- 7 x — JIT I yitBS?0 . 3 7g (2. 4 5mmoi) 3 - T 'J •> 
^7;U^^;l/^>-tr'>X7U7>j-— ;U-T V^T^.— h 0. 6 6g (2. 47ramo£) 

^t>, i 9 tmmz.Lxmu<t4too. 99g(i9. 9%wLm &mco 

llkj& : 1 5 5 . 5 - 1 5 6t, 

PMR (5ppm, DMSO-d s ) :4.50(s.2H). 4. 8-4. 9(d. 2H). 

5.2-5.5(d.2H), 6. 0-6. Km. 1H). 7. 1-8. 6(m. 9H) 
IM 3 4 . 3- ( 3 -ft;i*>->^>-tf y^h-y ;iQ -i-:?x~;u->r 
I 'J 9 y - 2 , A- ! J*y (fl:£%)34) <D^m. : 

nifoM 3 3 T'f#fc 3 - (3-7'j htf-Ji^y-eyT.hy ;u) 

- 1 - 7 *— Jl--f I y-/'J 2, 4-^*>400mg(l. OOramof) 

*1 0«Wf h7t Kd77> (THF) 0«(!IU SETCt 

^Ifco ZtltZ-r h ( h 'J 7x-Ata7^ >) ^ C^^Xs 5 0 mgfccfcO' 

^Tft*Lfc«tt*LT> mm<t&®>3 5 Omg (9 7. 0 %W.m) £#/c 0 

: 2 3 1 - 2 3 2 °C (#8?) . 
PMR (fippm, DMSO-d«) :4.50(s.2H). 7. 1-8. 4(m. 8H). 

8.54(s. 1H), 13.68(brs. 1H) 
mti&M 3 5 . 3 - ( 3 - / > XJl 7 - \ - y x 

2 2 
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N- "7 x-;l/7 ^ J WtWt 0 . 35g (2. 3 2mo£) 3 - J hf-i/** 
■^l/'O-t: >x;l/7 * — ;l/-f 7 ->T* — h 0 . 5 6g (2. 3 2 mmo £ ) rt^ «=>> 

mmm 1 9 1 i^tur ltiim 0 . 2 8 g c 3 2 . 3 %mm^ £i#^ 0 

tt£ : 1 8 6 . 5 - 1 8 7. 5 °C, 

PMR (<5ppm. DMS0-d«) : 3. 90(sra3H). 4.52(s.2H). 

7. l-7.6(m.5H). 8. 1-8. 3(ra, 4H) 
HJte^J 3 6 . 3- (4-Ti)Jl-**ist>>l$—)l''<>-e>ZsJl7*—Jl) - 1 - 

7 j^u-^r ;y-/'jy>-2, 4 - f jity at&me) 

N-7x-;i/7;;ftll. 25g (8. 2 8mmo£) 4-T'JAt*-> 
;t/ >x;U 7 7 h 2. 22g (8. 29mrao£) 

nmmi 9 tmmizLTWM<t&®2. 53g(76. 2 MiUP) £#fco 

m& : 1 3 9 - 1 4 0 . 5 °C, 

PMR (<5ppm. DMSO-d s ) :4.52(s.2H). 4. 8-4. 9(t. 2H). 
5.2-5.5(m.2H). 6. 0-6. Km. 1H). 7. 1-8. 3(m, 9H) 

mmm s i . 3- (4 -t> six^y^y-vy**? - 1 - 7 -r 

mmm 3 6 -ew/c 3 - ( 4 -t u ;u^-+i/*;u^^;u^>-^ >xyi/7 * — AO 
-l-7x-;l/-^;y7 l J-;>-2, 4-i^^->2. 4g (5. 62mmo£) 

nifiM 3 4 t mmz \sTumt&® 1 . 1 og (54. 3 %i&m) 

Si* : 2 3 0 - 2 3 3°C , 

PMR (<5ppm, DMSO-ds) :4.52(s. 2H). 7. 1-8. 3(m. 9H). 
13. 61(brs. 1H) 

HSfetfiJ 3 8 . 3 - ( 4 - y hJ-ytuitf—ji/ m-tiris^y-v : y*jiy * — 

AQ - 1 - 7 ^ ^'/'J '^> - 2, 4 —7^> (fb^-^138) <P£fiR ; 

N-7x-;bT; ySt&O. 3 1 g (2. 0 5mmo£) 4-n*'>*^ 

2 3 
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tf^jlj rJljrJriyO-tfyXJl? * — )14 % Ji/T * — h 0 . 5 5g (2. 04 

ramo^) ^<=>, mmm 1 9 tmmizLxmmit&foo. 35g (42. 7%wm) 

14* : 2 0 4 - 2 0 6 'C. 

PMR (<5ppm, DMSO-d 6 ) :3.70(sm3H). 4.51(s.2H). 4.96(s.2H). 
7. 1-8. 0(m. 9H) 

nifcm 3 9 . 3 - (4-7'J )lit*istl htf-hOr^i/^y-e >XJV7 *-Jl<) 

- 1 - 7x^;l/--{ ? ^/'J -;?>- 2, 4 (ft:£%)39) cp£-fiS : 

N- 7 ^ y mm 1 . 6 7g (1 1. lmmo£) 4 - T »J ;U:J-* i/ 

# yt/ * ;b 4^ -> ^ > -fcr > x ;U ? * Jl 4 v is T * - h 3. 2 9 g 
(11. 1 mmoi) 1 9 irl^SUl LX&m<t&® 3 . 2 5g 

( 6 8. 3 *>IR30 £f#fc 0 

ttt>t : 

: 1 6 5 - 1 6 7 °C, 
PMR (<5ppm, DMSO-d.) :4.51(s.2H). 4. 6-4. 7(m. 2H). 

5. 01 (s. 1H). 5.2-5.4(m.2H). 5. 8-6. 0(m. 1H). 7. 1-8. 0(m. 9H) 
miMm 4 0 . 3- ( 4 - IJJimris/ >XJl7 t—'l>) - 1 - 
7 i is>- 2, \-i?*y «b^^40) <D^f& : 

mt&m 3 9 Ti/; 3 - (4 — T U A,**i/iiJl#— JUt^iS^y-^fy^^-y * 

— Jiy - l - 7 s.— A,- 4 X f jy- 2. 4-^*>2. 95g(6. 47 
mmoi) frt> > mmmz 4 tHHiK LT«S8fb£®l l . 7 5g(6 6. 5 *>HM) 

HilC : 2 2 3 . 5 - 2 2 5 *C (#*?) . 

PMR (<5ppm, DMSO-d«) :4.5l(s.2H). 4.75(s.2H). 
7. l-8.0(m, 9H). 

mmm 4 l . 3- (4-Jh*i/t>Jl#—Jl/rJl>'<>-tf>XJl7*—J\,) - 
l y/U Z>y- 2, 4 ->?^> (flS'&flMl) O-S-fiS; : 

2 4 
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N-7i-^T $ ;WfWtQ. 3 3 g (2. 1 9mmo£) t, 4-^*^*^ 
^ f ;K 7 t - -'K 7 ->T ? - h 0 . 5 6g (2. 18mmo£) 

frib, mmmi $ tmm^LxwMit&viio. 28g (33. 1 Mwm) &&tz a 

mk : 

: 2 0 4 - 2 0 6 °C, 
PMR (<5ppm, DMSO-d«) : 3. 62(s. 3H). 3.86(s.2H). 
4.53(s.2H). 7. 1-8. Km. 9H) 
4 2 . 3 - ( 4 — T 'J Jl-tjri/tifrtf—Jl/ JV<> -if > 
-l-7x^-^;y7'J^>-2, 4 -S?*-> «b^42) CD^fig : 

N-7*^7 S yftSfO. 89g(5. 8 9mmoi) t> 4-7'JAt*-> 
ft ;u / ?-)l,s<y-e>XJl7 * — V h 1 . 6 5g (5. 8 8 

mmoi) *ms>. HiHS#J 1 9 irl^^tl LT^Sfb-^^l 1 . 37g (56. 3 

ife * : 1 5 2 - 1 5 4 °C, 

PMR (<5ppm, DMSO-ds) :3.90(s.2H). 4.53(s.2H). 

4. 4-5. 9(m. 5H), 7. 1-8. Km. 9H) 
HifeM 4 3 . 3- (4-3&W^yW>4f>^7t^) -l-7x.=. 
;l/->T ^ y'/'J - 2, 4 - : J*y (fb^-^143) (D&ffc : 

Hffl5#l 4 2 T'f#fc 3 - ( 4 — T U /l'** ;t/^— ;u y ^U'O-t? > 7 * 
-i) -l-7i-^--f ;y , / , Ji ? >-2 ) A-i?-*y\. 17g(2. 65 
mmoi) H«fe0!l3 4- tl^d LT8C]@rt:<£<B) 0 . 75g (76. 6 

*j& : 2 3 9 - 2 3 9 . 5 °C . 

PMR (fippm, DMSO-d«) :3.75(s.2H). 4.53(s,2H). 

7. 1-8. 0(m. 9H). 12.57(s. 1H) 
HSftHfl 4 4 . 3- ( 3 - J Y*ri/ii / ^Jli/'Q-V >XJl7 - 

l -7x^;l/--f ;y7'J-^>-2, A- f J*y (fb^-^44) O^fiR : 

2 5 
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N-?i— JIT I y ItBfe 0 . 3 3g (2. 1 9nunoi) t, 3 - / Y^is* Jl 
=f-)l^y-\zy^)iy )14 y Ji;T% — h 0. 5 6 g (2. 1 8mmo£) 
fr«s>, HJffitfJ 1 9 LT««fl:#ttO. 23g (27. 1 %WM) £»fc 0 

tttt : 

».£ : 1 5 1 . 5 - 1 5 2 C C. 

PMR (dppm, DMSO-dt) : 3. 63(s. 3H), 3. 89(s,2H). 

4. 54(s.2H). 7. l-8.0(m.9H) 
HtfeM 4 5 . 3 - (3-7'J / ^;U^>-tf >X;l7 

- l - 7 x-;i- ;y;ij^>-2, 4 Q£fig : 

N-7 x-^l/T = yBtK 1 . 4 8g(9. 8 Ommoi) 3-7'JAt*i/ 
f-;U^>-t? >x;l/!7 * — ;l"f 7 i/T*- h 2 . 7 6g (9. 80 

\mo£) frt>, nmm 1 9 tmm~Lx&Mit&<foo. 5 5g(i3. b^umo 

ife* : 1 2 4 - 1 2 5 °C, 

PMR (<5ppm, DMSO-d«) :3.92(s.2H). 4.54(s.2H). 
4. 4-6. (Km. 5H), 7. 1-8. 0(m. 9H) 

HJififcU 6. 3- ( 3 -a ?->H/^>-e>x;u:7 ;u) - i- 7x- 

;u- >f s y/ u > - 2 . 4 - > (fb^-#i46) 

£tfi#J4 5Tlf/c3- ( 3 -T 'J ;l/t*i/*^-;^f^>-t?>^^7 * 
-l-7x-;l/->f^7'J^>-2, 4-^*>0. 43g (0. 97 
mrao^) t^£ % H«6#J 3 4 tl^Wd LTflUHfk^tt 8 Omg ( 2 2. 7 «IR^) £ 

: 

jlfe* : 2 0 5 - 2 0 6 °C . 

PMR (<5ppm. DMSO-d«) :3.76(s.2H). 4.54(s.2H). 

7. 1-7. 8(m, 7H). 7. 96(s. 2H), 12. 53(s. 1H) 
HJI0U4 7. 3 - (3-N-^f;Hf^7 ^l/ft^-tCr.Jl/'O-tf * - 

;U) -l-7x^-^;y/'J^>-2. 4 ~^^-> (fb-^^47) CD-^fiSc : 

2 6 
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HSffitfU 3 4 V&tz 3 - ( 3 - ti i/sO*f>XJl,7 *—>l<) - 1 - 7 * — 

;l/->f 5 ^'/'J S>>- 2. 4 2 0 Omg (0. 5 6 mmojg ) ££ffcf-:*- — 

;H . O^d 8 0°CT2NfK«I#LT. ^fk^lt L/io StC**T^, 

KtEjtt*ttBET{cai«UT#^n^«iat*2 5»*CDTHF«w*«¥U Sjc#TKN 
->f;l/f^7^> 0. 0 6 5 nl(0. 5 9rnmoi) £fln*.T 3 0frffl&.WLtz o 

KmfctpizffiiiiLtcmeL&ih&mmL. WM<t&®i 4 omg (5 2. shawo 

D! * : 1 5 1 - 1 5 3 °C, 

PMR (dppm. DMSO-de) :2.76(s.3H). 2. 8-3. 8(m, 8H). 

4.52(s.2H). 7. 1-8. 2 Cm. 9H), 10. 9-11. 2(brs. 1H) 
HifeftU 8. 3 - ( 4 - N- / f ;i/bX7 a ;u#^;t/^>-tj y^Jiy * — 

Jl) - 1 - 7x-i->f * y-/U 2, 4 --:?*-> (ffc£%)48) O^-fiR : 

HJfi^J 3 7 TWite 3 - ( 4 -*;UjJ?+i/^>-tf>X^>' *— AO -1-^x- 
;t/-^i^ , /'J^>-2, 4-^^>0. 20g (0. 5 6mmo£) ^HJfeffl 
4 7 LTs mm<t<k®2 3 Omg ( 8 6. 5 %W) t ITIIto 

: 

: 2 1 2 - 2 1 4 °C, 
PMR (<5ppm, DMSO-de) :2.75(s.3H). 2. 9-3. 8(m. 8H). 
4.53(s,2H). 7. l-8.2(m.9H). 11. 14(brs. 1H) 

mt&m4 9. 3 - ( 4 -N- / tf-A/ym'jJUihtf—fr* f-ji-tJ-is^y-tfy 
*-Ji) - 1 - 7x^1-^ * 2, 4 - (Yb^-^49) 

-l-7i->'l/-^;^7 l J^>-2 1 4-iJ-tyO. 20g (0. 5 1mmo£) 
A^fSJftflU 7tratSS(CUT, fMHfc^ttl 4 Omg ( 5 3. 7 96 IR*) 

tttt : 

US* : 1 5 0 - 1 5 4 °C, 
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P MR (5ppm, DMSO-d s ) : 2. 74(s. 3H). 2. 9-3. 5(m. 8H). 

4.52(s.2H). 5.09(s.2H).7. l-8.0(m. 9H), 9. 8-10. 5(brs. 1H) 
HSfefllJ 5 0 . 3 - ( 4 - N- tmt'^y t "f- )l^y-^f y X)17 

* -Jl) -1-7 ±-Jl-4 i 2. A- ; J*y (ftl-£%)50) CD 

HJfcflJ 4 3 T'&tz 3 - ( 4 f-^'O-tf 7 *=-)i) -l- 

7 * — )l- 4 l ^V'J i?y- 2, 4-^*>0. 20g (0. 53mmoi)^£ 
HJffi#J4 7 fcffifctwLT, M!tt:£«)8 Omg (3 0. 3 %W) It 

it* : 1 7 7 - 1 7 8 °C, 

PMR (dppm, DMSO-d 6 ) :2.79(s.3H). 2. 9-3. 9(m. 8H). 

3.53(s,2H). 4.53(s.2H), 7. 1-8. 3(m. 9H). 9. 4-9. 9(brs. 1H) 
nt&&\ 5 1 . 3- (3, 4 - *J9 DD^>Hf *~;l/) - 1 - 7 j. ^- ;U - 

>f * y/'J 2, 4 - (fb£te)51) Q£j£ : 

N-7x-^7 ; y WtWlt 1 . 06g (7. 0 2mmo£) t, 3, 
<<> -tr > X ;U 7 * — >>l^r 7 : yy%— h 1 . 6 5g (7. 0 2mao£) HBfe 
fll 1 9 Ltllft^^l 0 . 14g (5. 0 %HX30 £#/c 0 

ife * : 2 1 7 - 2 1 8 °C, 

PMR (<5ppm, DMSO-ds) :4.42(s.2H). 7. 3-7. 6(m. 5H). 
7. 8-8. 5(m. 3H) 

StSfcffl 5 2 . 1- ( 4 -T-trf-;t/T * y 7 x~;t/) -3- (4-?ao^>-e> 
X;b7 *-;U) -^;r/'J^>-2, 4 - (fb^52) CD£|£ : 

N- ( 4 -T-trf-^T ^ J ) 7 x-;l/7 = y StK 0 . 2 3g (1. 1 1 mmo-O 
4-?DD^>t*>X;l7*-;KV , >7*-H. 26g (1. 11 
mmoi) 7^£. mmm 1 9 tl^*£KLT&®ft£$) 1 0 Omg ( 2 2. 7 96 IR*) 

141* : 

2 8 
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m& : 2 5 0 - 2 5 1 °C, 

PMR (5ppm, DMSO-d 6 ) :2.06(s.3H). 4.54(s,2H). 

7.5-7.7(m,4H). 7. 8-8. 3(m. 4H) 
mt&m 5 3 . 1 - ( 4 - t -7 h*ri/ttJltf-Jl7 x~AQ - 3- ( 4 - ? a o 
s<>-e>XJ\s7 *-Jl) - 4 i ? s f u i?y ~ 2, \- : J*y (^£^53) <P 

N- (4-t-yh*f*A#-A) 7 * — -fc T $ y ftK 2 . 2 6g 
(9. 0 Omiiioi) t> 4-?DD^>t'>7;l7t--'KV'>7^-h 
1. 9 6g(9. Onnoje) Hidiffill 9 tratRHLraifiYb^en . 5g 

( 3 6. 7 96IR30 £f#/c 0 

fcfett : fefeflgJI, 

«* : 2 6 7 - 2 6 8 

PMR (<5ppm. DMSO-de) :1.52(s, 9H). 4.52(s.2H). 
7. 6-8. Km. 8H) 

5 4 . 1- (4-*W->7x^) -3 - (4-^aa^>-tf>X^ 
7*~>ao ->r ^ y-/u 2, 4 --^3t-> (fk^54) <P-£fig : 

Hfl&ffl 5 3 -Cm<btlt~ 1 - ( 4 - t + - 3 

- (4 -^nD^>-t?>^;b7t-A/) ->f ;^ , /'J^>-2, 4 - * > 
1 2 Omg (0. 2 7mmo^ ) * h 'J ^an^ge (TF A) 1. 5**H»II¥U ^ 

/c*gJi*flMXU «Kfb£tt9 Omg ( 8 5. 2 96©*) „ 

: 

M& : 2 7 1 - 2 7 2 °C, 

PMR (dppm, DMSO-d«) :4.51(s.2H). 7.6-8. l(m.8H) 

mt&m 5 5 . 1 - (3 - t -7 Y* ; st> - 3- (4 -?pp 

sq-v > xjyy * -4 i y/v vy - 2, a (fk^-1^55) <p 

N - (3-t-^h*'>*^# — ^) 7i-;UT=yftgft3. 2 6g 
(13. Ommoi) i: . 4 - ^ o n^>t'>x;l7 ;K7i/7*-h 

2 9 
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2. 8 0 g (13. Ommo£)^£s HJfe^Jl 9 tl^ii: ITiilb^ft 
0. 5 7 g ( 9. 7 £-*#fc 0 
tttt : 

Sft.^ : 1 6 7 - 1 6 8 -C, 

PMR (5ppm, DMSO-d t ) :1.53(s.9H). 4.54(s.2H). 
7. 5-8. 1 (m. 8H) 

mMm 5 6 . l- ( 3 -tiJim*'>7 x~4o -3- (4 -^op^<>-tf>^^ 

7 t z;l) -^r ^ y-/'J S?>- 2, 4 - (ft:£-ft)56) CD^-fiR : 

HJfeflJ 5 5 Tl#£ftfc 1 - ( 3 - t - y f\,# — )\,z? xr.;u) - 3 

- (4-^DD^>if>^^7t-A) - 5 y */ U ^ > - 2 , 4 - S> * > 
2 5 Omg ( 0. 5 5mnol) 7^£ilMi#!5 4 tm^^LX. WMlt^® 1 6 0 mg 
(7 4. 5 %IR30 o 

1** : 2 5 4 - 2 5 5 "C, 

PMR (5ppm, DMSO-d 6 ) :4.54(s.2H), 7. 5-8. 3(m. 8H) 

nmm 5 7 . 1 - (2- t -7^^^a>7x^) - 3- (4 -?ua 

N- ( 2 - t - ^ h * * ;U — ;b ) 7 ; 1 . OOg 

(3. 9 8 ramo i ) 4 - ^ n D^>t*>X^7 t-;M 7 l> 
0. 8 7g(4. Omrao^) SUfc#J 1 9 t H^IC LTSISfb^^ 0 . 12 

g ( 6. 8 £?#/c e 

: 1 4 4 - 1 4 5 "C, 
PMR (<5ppm, DMSO-ds) :1.34(s.9H). 4.52(s.2H). 
7. 5-8. 1 (m. 8H) 

5 8 . l - ( 2 -i>;^>-/7x^) - 3 - (4 - ?aa^>-tf>;*;l 
->T ^ y /'J *Jy- 2, 4 - -^^-> (<b-^-^)58) CD-^fiR : 
HStefi?>J 5 7tfHn/: 1 - ( 2 - t - 7h + ^*;l/t:-^7 x-;u) - 3 

3 0 
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- ( 4 - 9 aa«>-e>Z.Ar7 *— - 4 i > - 2 . 4-^t>60 

mg ( 0. 1 3mmol) fr^mffim 5 4 fcffifll iz IT, ffiSft£fe 5 0 mg£# 

tttt : 

M ,6 : 2 0 8 - 2 0 9 °C. 

PMR (dpprn, DMSO-ds) :4.46(s.2H). 7. 4-8. 3(m. 8H) 
HSffi0!I5 9. 3 - ( 4 - ? o o^O-tf >X;l/7 - 1 - ( 3. 4 - * h 

j. —Jl) - << \ y •/ U > - 2 , 4 - > (fL^ia>59) : 
N-(3, h + -» 7i-^7i;SSl. 0 6g (5. 02mmo£) 

ir % 4 - ? n o ^ > -tr > X ;U 7 * — A"f V i/TZ- b 1 . 0 9g (5. Ommo£) 

usteM i 9 tmmizLxmm<t&®>o. 92g(44. s%wm *mz 0 

■. 

: 1 8 6 - 1 8 7 °C, 
PMR (<5ppm, DMSO-de) :3.72(s.3H). 3.73(s,3H). 4.48(s,2H). 

7. 0- 8. l(m.7H) 

mmm 6 o . 3- (3, 4 -^y*-^>-g:/*^7*r.;to - 1 - (3. 4- 

^>f^7x^) ->f ^ y-/g s?>- 2, 4-^^-> CYb^^60) ca-g-BE : 
N-(3, 7x-;i/7;;ftil. 0 Og (5. 5 9mmoi) 

3, 4-^yf/K>-tf>^^7t- ;K - h 1 . 2 5 g 

(5. 57mmo^)^^. HJfe^Jl 9 tmfiilZ LTmm<t&® 3 7 5 mg 
(18. 1 HJR*S) £f#fco 

ife .5 : 1 6 5 - 1 6 6 °C, 

PMR (<5ppm, CD 3 OD) :2.22(s.3H). 2.25(s.3H). 4.25(s.2H), 

7. 1- 8. 0(m. 6H) • 

mt&m 6 1 . 3- (3, 4 - i h >X;U7 t—fr) - 1 - ( 3, 4 

-•;yf^7x-^) ->T;y7'jy>-2,.4-^t> ({fr&tt61) : 
N-(3, 4 - "J/ 7 x-;l/7 ^ y 5^S$e 1 . OOg (5. 5 9mmo£) 
3, 4 - f J / h * >-tr" > ^>>l/7 * — ;U>f V ->T * - h 1 . 4 3g 

3 l 
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(5. 58^0^)^^. nt&m i 9 tmm^ Lxmm<t&%B i 5 4 mg 

(3 3. 4 *>IR30 ^f/cc 
tttt : 

: 1 9 5 - 1 9 7 °C, 
P MR (<5ppm. CDC£ 3 ) :2.23(s.3H). 2.25(s.3H). 3. 96(s. 6H), 
4.27(s.2H). 7.0-7.9 (m, 6H) 
6 2 . 3- (3, A-i??uv<y*fy7s)iy*-)l) - 1 - (3, 4- 
•^>f;^x-;l/) --T^7'J^>-2, 4 (fiS'£%)62) CD-£j£ : 

N- (3, 7x-;i/7;;ftKl. 00g (5. 59mmoi)t, 

3, 4 h*i/^>-tf>x;i/:7 *-;u-r ys/y*- h l . 4 8g(5. 5 8 

mo£) frt>. mmmi 9 tmmzLxnm<t&<®i . o6g (45. 9%ir^> 

tttt : 

: 2 4 7 - 2 4 9 °C, 
P MR (<5ppm, CDC£,) :2.23(s. 3H). 2.26(s.3H), 4.31(s.2H). 
7. 1-8. 3(m. 6H) 

nt&mG 3. 3- (4-^Da^Vt'>^;l/7t^) - l - 
ijJim— Jl?3-— ;U) ->f ;y/'J^>-2, 4-^^-> (fb^-^63) g>£-$t : 
^IJfit&J 5 4 1 - (4-*Wi/7xiA) -3 - (4 - ? ao^>-tf 

-^;y7'J^>-2, 4 - 2 0 Omg ( 0 . 5 1imiojO 

U mm<t&®}8 Qmg&ntz (2 5. 4%H3U¥0 0 

16.6 : 2 4 8 - 2 5 3 8 C. 

PMR (<5ppm, DMSO-de) : 3. 30-3. 58(m. 4H). 4.53(s.2H). 
7.4-8. Km. 8H) 

mmm 6 4 . 3- (4 - 2 vasQ-ifyxji? *—ji>) -1- (3-N-y^-^u 

t'^? VAX Jl#~Jl7 -4 I y'/'J *Jy- 2, 4-v ? *> (ftS-£%)64 
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nt&M5 4T1#/c 1 - (4 -*;^+^7x-;0 - 3 - (4 - ?an<>-tf 
>XJ17 *— )l) -4 \ y/ U S?>- 2, 4 2 0 0 mg ( 0. 5 1nnol) 

frbmnm* i tmmiz ut> fgsYt^&i 1 o omg ( 3 8. 2 

M£ : 1 7 2 - 1 7 5 °C, 

PMR (5ppm, DMSO-d.) :2.76(s.3H). 3. 4-3. 6(m, 8H). 

4. 55(s.2H). 7. 5-8. Km. 8H) 
nMM 6 5 . 3- ( 4 - 7 U ^tti/^^^^yHf t^) ~1~ 

(3, 4-^yf^7x>A) ->f ;^7'jy>-2, 4 (ffr£tt)65) 

N-(3, 4-i?yfA) 7x-A7;;ftiO. 4 Og (2. 23mmoi) 
£:> 4 - 7'J ;U^-*i/3l7;i/^— ;U^<>if ^-f V S/T* — h 6 2 9mg 

(2. 2 4 inoi ) Uli 1 9 t ttil^*i 3 6 rag ( 3 . S% 

|R*£) £|#/c 0 
tttt : ft&*SA. 
M£ : 1 4 5 - 1 4 9 °C, 

PMR (<5ppm, CDC is) :2.22Cs.3H). 2.25(s. 3H). 4.29(s.2H). 

4.86(d.2H). 5. 3 -6. Km. 3H). 7. 1-8. 3(ra. 7H) 
USteM 6 6 . 3- ( 4 - ft >M/*>:>^>-tf >X;U7 *~;U) -1- (3. A - V* 

Hffiftl 6 5 3 - ( 4 - T >J Jl*lrisJ}Jl#—Jl''<>-e>XJl7 t — Jl) 

-l-(3, 4-^yf;l/7x-^) -^;y7'Ji?>-2, 4-^:t>20mg 
( 0. 0 4 6 mmo£) rt> £ Hlfc 0»J 5 4 tH&lC It, &M<t&® 1 0 mg£l# 
( 5 4. 5 9<IR2|5) o 
tttt : 

JK£ : 2 5 0 °CX#m, 

PMR (<5ppm, DMSO-ds) : 2. 18(s.3H). 2.21(s. 3H). 
4.49(s.2H). 7. 1-8. 3(m.7H). 13. 51(brs. 1H) 

3 3 
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£tfeftl6 7. 3- (8-7'J W^^-M>^>^^7t-^) - 1 - 
(3, 4-^yf^7x^) -^;^7'jy>-2, 4 (fb^67) 

N-(3, 7x-^7;;ftiO. 40g(2. 23mmo£) 

3 — T 'J * ; J ii )\,#=-)\s^y *i y 7.k~? * — JU>f 7 >T*- h 6 2 9mg 
(2. 2 4mmo^) 7^ £ , fUfcfl»J 1 9<kl^l§(::UTglSffc£®l2 1 9mg 
(22. 8 %W&) &mtc 0 

tttt : 

: 1 6 9 - 1 7 0 "C, 
PMR (<5ppm, CDC £ s ) :2.22(s,3H). 2.25(s.3H). 4.29(s.2H). 

4.86(d.2H). 5. 3 -6. l(m.3H). 7. 1-8. 3(m. 7H) 
nnm 6 8 . 3- (s-ijn,#*i/'<y-vyxji7 i—fr) -1- (3, A-*J 
J1-)iy*~)i) -<j \ yy- 2, A-*Jiry Ut&®GS) 

Htfc0*l6 7 3 - ( 3 -T >J ;K>4?>XA/7 *— ;lO 

-l-(3, 4--;/fi7x-A) -^f ;y7'J-;>-2, 4--^t>20 I 
mg (0. 4 7mmo£) ^£HSte0lJ5 4 tl^«i:tT, SISYfc^®! 8 5mg£f# 
/: (4 6. 6 %M.m o 

: 2 5 0 'CX ftW, 

PMR (<5ppm, DMSO-de) :2.l8(s.3H). 2.2l(s. 3H). 4.48(s.2H). 

7. l-8.6(m.7H). 13. 62(brs. 1H) 
mmm 6 9 . 3- (3-^Ty^>-t?>*;i/7*^;tO - 1 - 7 x^;u- >r i y 
VJ^>-2, 4 - ^*-> (fb^69) CD-£fi£ : 

N-7x-^l/7;;^i0. 8 3g (5. 5 0mmo£) 3-->7;Ot' 
>x;b7t^^KV^7^-h 1. 1 4g (5. 4 9rarao£) Uttiffll 1 9 

tmmzLXWim<t&®4 8 4mg (2 5. 9 9*JR*5) £#/c 0 

: 1 9 4 - 1 9 5 C C, 
PMR (<5 p pm. DMSO- d 6 ) :4.52(s,2H), 7. 1-8. 5(m. 9H) 

3 4 
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mmm i o . 3- ( 1 - -1- (7s.—jd 4 z 

N-y jl~)IT I ;%tWL3- s f-)\<3-?>7-)l 787 mg (4. 37mmo£) ©"O-tf 
y\QMm^, 1 - t7^ 1/ >x;t/*-M Vi/T* - M . 1 6g (8 8», 

»e>n^aaiE*, 2N*iftt h u^A**tt2 o^/-r h^t fd77>i 0 

«ETi:l»tfco »t>n/:SMfb7tKo77>3 0^:g)!IU 0°CK 
^L^tCh'Jxf^T; VI. 10g(10. 9 3mmoi ) fe^O*? n;Hfc 
tti^7U 5 2 2 rag ( 4. 8 1 mmo£) £JD*.. *teTK 1 B#R8Jf#b;fco 
7^> EESffiK 1 N£tt*S«2 0^fc e fcO { fiSfD^7K3 0«f£ftl*.;fcaK Wtm 

/fflf»if-^= 3 : 1) TfllSlU ^*^>/^B*x^;l/rt>£ig,F H fl:LT, 
tMHfc-frtt 1 5 0 «g ( 0 . 4 1 mrnoi ) Iti/: 9 . 4 *0 „ 

H^: 2 4 2 - 2 4 3'C, 

P MR (5ppm. DMSO-d.) :4.58(s.2H), 7. 1-8. 8(m. 12H) 

mmm 7 i . 3 - ( 2 -t7f^^^t>^i) - i - (7 x^.;io ^ y-/u ^ 
>-2, A-'j^-y at^mm : 

N- 7 x— ;l/T S 7 & 3.^7- & 8 6 Omg ( 4 . 8 3mmo£) £2--*" 

7^ U >7A*-^-f V - M . 3 9g(8l%, 4. 8 3 mmo i: 

>b. mmm 7 0 tlUJfCUT. 80gtt£$l4 7 Omg ( l . 2 8mmoi) 
SirUH/: Cmm2 6. 6 *>) 0 
lkj& : 2 0 8 - 2 1 0 °C, 

PMR (5ppm, DMSO-d 6 ) :4.52(s,2H). 7. 1-8. 3(m. 11H), 
8.76(s. 1H) 

mmm 1 2 . 1 - ( 3 - ? a a 7^^) - 3 - (2 -^:7^;[/x>>u»~;[/) w 

^ y •/ 'J > - 2 , 4 - y Ut&VB72) g>-£fiR : 
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(B) lZ'm\ N - 3 -^DD7a-;l/7 i ;&& 6 4 7 rag (3. 4 9 
mmoi ) ©f- h7t Ko77>5 0j^O^jSC> 2 - + V 9 V > XJlfr—JU V 
•>T*-M. Og (8 1%, 3. 4 9mmo£) $ifittIPx.> 16B#lfflJf#L 
fco Sl£»7&, KlEtt^orKfcflJU h 'JifAT * > 8 8 1 mg (8. 7 2 
mmof) fciD^a^&x^M 1 7mg (3. 8 4mmo£) ZtRZ.* OtT'l 

^TMfcflkUfcSL iETCSffil/:, #6nfcfifefiR«li % i/*) A,%? 1*9 

D7hr77^ - (^*i>->/i«*xf-;u= 3:1) twsu ^*t>->/#ifc 

xf-;l^£ig B B B fl:LT. tKSfb^tt 3 2 4 mg (0. 8 lmo^) LT 
#fc (»R^2 3. 2 9*) o 
Mj£ : 1 9 4 - 1 9 8 °C, 

P MR (6ppm, DMSO-d«) :4.29(s.2H). 7. 1-8. 2(m. 10H), 
8. 79(s. 1H) 

Ulifi^J 7 3 . 1 - ( 3 - ? a a? xxdQ - 3 - ( 2 -j-yf- )l^Jl^=-)V) >( 

x jf'/v vy - 2, 4-v*> qfc£&73) : 

N-4-?DD7x-;i/7;;fti7 0 0ig(3. 77mmo£) 2--*- 7 
^l/>X^t>-;^7i/7^-M. 1 g ( 8 1 %, 3. 7 7mmo£ ) bfrb. 
mmm 7 2 LT, H£Sffc£$) 5 0 Omg ( l . 2 5bboI) ^Sfetefii: 

LTI#/c (»R^3 3. 1 %) o 
Hi!* ; 2 2 7 - 2 2 8 'C, 

P MR (<5ppm, DMSO-ds) :4.51(s.2H). 7. 4-8. 3(m. 10H). 
8.76(s. 1H) 

UW\ 7 4 . 1 - (2-^an7 x — ;U) - 3 - ( 2 - t7f;U^»^;l/) >f 
;y7'J^>-2, 4 - ^ > «b^74) ©£fig : 

N-2-?nD7i-A7i; g^K 650 mg (3. 5mmo£)i:2-^7^b 
>^;btwyK7->7*-H. Og (8 1%, 3. 5mmo£) fIJfcffl 
7 2 tl^fllKLT, &@ft-£%)3 6 6mg (0. 9 1 mmo ^ ) *fi&fe B B B tU?| 
(IR^2 6 . 1 96) o 
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: 1 5 5 - 1 5 9 °C, 
PMR (<5ppm, DMSO-ds) :4.38(s.2H). 7. 3-8. 2(m. 10H). 
8.78(s. 1H) 

mmm 1 5 . 1- (3, 4-^qp7i^) -3 - (2-^7^x^*~ 

Jl) -< i y •/ U '7 7 - 2 , 4 - 7^ 7 (<fc-£%)75) : 

N-3, 4-^?DD7i-^7;yfti7 7 0mg (3. 5mmo£)£2-f- 
7 ? Is yxjl*— JIJ 7 -7T*- h 1 . 0 g ( 8 1 96, 3. 5mmo^)i:^^> 
Hls0iJ7 2 tmmz LXmm<t&® 1 5 Omg (0. 3 4mo£ ) ^fife^tb 

xntz mm 9. 9 %) „ 
Hi* : 2 2 3 - 2 2 5 °c, 

PMR (5ppm, DMSO-de) :4.27(s.2H). 7. 3-8. 2(m. 9H), 
8.79(s. 1H) 

mmm7 6. l- (3, 4 -7^?-;t/7:c~;t0 - 3- (2 -t7f^x;bt^ 

^r;y7'j^>-2, 4 - -7* 7 (fb^-^176) <d£& : 

N-3, 4-y^^7*i^7;;ftixf;UXfAl. 19g 
(5. 7 4 mmoi ) t 2 - 7 * b 7 * A *.=- ;K7^7*-M. 6 5 g 
(8 1%, 5. 7 4mmoi) ^fefll 7 0 t LT^Sffc^ 2 9 0 

mg(0. 7 5mmo£) ^6fe^tUH/: C*K^ 1 3. 0 *>) o 

ijS: 1 9 0 - 1 9 2U 

PMR (<5ppm, DMSO-d 6 ) :2.2Ks.3H). 2.23(s.3H). 4.28(s.2H). 
7. l-8.2(m.9H). 8.80(s. 1H) 

mmm i i . 1 - ( 1 - t7f^) - 3 - ( 2-^-7^^^^^^^) ^ y-/ 

u -7 > - 2 , 4 - -7* 7 ut&Vpn) g>£fife : 

N- 1 - t7f ^ ;ftHxf^x^f^ 8 30mg(3. 6 2mmoj0) i: 2 
-t7^U>^^t^^K V^7^-M. 05g (8 1», 3. 6 2mmo£) 
4:fr«s>. ^ifiS0>J7 0 tmmi~LXWM1t&® 1 2 Omg ( 0. 2 9ramo£) 
mat (JR^8. 0«), 

&!>.£ : 1 8 9 - 1 9 1 °C, 

PMR (5ppm, DMSO-ds) :4.37(s.2H). 7. 3-8. 2(m. 13H). 
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8.82(s. 1H) 

mmm 1 8 . 1 - ( 1 - ? ^.=.)iy - 3 - (i-t7h-r^) >r $ y-/u 

2, 4- iS*y (-fb^78) CD-£fiE: 

(C) izm\ l-7x-M;y , / l J^>-2, 4-i^t> 9 5 0rag 
(5. 4 Ommo^) £ t* U S> > 1 O^H&*¥U *»lfco -till 1 
;^D7^K1 g (5. 2 8mmo£) £iJO*.. 1 B*fffl*#TTflt# Lfc&> 

2 7 0mg(0. 8 4mo£) LT#/w 5. 5 *0 o 

IK.& : 1 9 2 - 1 9 6 °C, 

P MR (<5ppm, DMSO-d e ) :4.64(s.2H), 7. 1-8. 5(m. 12H) 

mmm i 9 . 1 - ( 1 -71^) - 3 - (2-t7h-f^) ^ 

2, 4-^> (fb^79) g>£fi£ : 

l-7i-;Kiy , / , J^>-2, 4 - 9 5 Omg ( 5 . 40mmo£)i: 

2-t7h>f^?n7^Flg (5. 2 8mmo£) HJfefll 7 8 tf^^tr 

LT^Sfb-^^l 1 5 Omg ( 0. 4 6mo£) ^Sfe^t IT^/; 6 
%) o 

: 2 1 7 - 2 1 9 *C, 
P MR (<5ppm, DMSO-d.) :4.69(s.2H). 7. 1-8. 2(m. 11H), 
8.77(s. 1H) 

mmm 8 0 . 3 - ( 4 - ? aa^:/-tf>;wU7 - 1 - ( 3 J 'J Jl) 

N - (8-*;'J^) T * yg^O. 4 4 g (2. 18mmo^) 4 - ?n 
D^>^>x^7t^^7^7*-F0. 4 8g (2. 2 0 mmo £. ) ^ H 
Sfc#Jl 9 irl^^ld LT^S<b^^l4 1 Omg (4 6. 8 %WM) £f#rc 0 

Hfe* : 2 3 7 - 2 3 8 °C, 
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P MR (5ppm, DMSO-de) :4. 71(s.2H). 7. 6-8. 3(ra. 8H). 
8. 49(m. 1H). 9.29(m, 1H) 

mmm 8 1 . 3 - ( 2 - f7f^x^7j-^) - 1 - z 

yV*)iS>-2, 4 - i?*y (<b^81) <D&f& : 

N- ( 3 - + y U^) T = yff^g&O. 4 4 g (2. 1 8mmo£) 2--T7 
?-JlXJl<7 t—JVJ V>7^ - hO. 7 7 g ( 2 . 2 OmiDoi ) ^b, ^Sfc 
m 1 9 t LT^SYk^ 1 2 0 mg ( 1 3 . 8 *#feo 

fife .6 : 2 2 5 - 2 2 6 °C, 

P MR (<5ppm, DMSO-cU) : 4. 73(s. 2H), 7. 6-8. 5(m. 10H). 

8.89(m.lH). 9.28(m. 1H) 
3tffiffl 8 2 . 3- ( 4 - 9 po^>4* *^;U) -1- (2-b*'J^;U) 

- >f $ y '/ U > ~ 2 , 4 - > (fb^^82) <D%f& : 

N- (2-t*'J >W 7; ;^0. 68g (4. 47mraoi) <fc. 4 - ? o 
d ^ > -t? > X ;l/ 7 7 i/T* — h 0 . 9 8g (4. 5 0 mmo £ ) 7^£. ^ 

itfijl 9 fcKWKLTWHYfc^ttT Omg (4. 5 %IR^) £»/c 0 

: fe&BA. 

: 2 1 1 - 2 1 2 °C, 
PMR(<5ppm, DMSO-de) : 4. 53(s. 2H). 7. 25(m. 1H), 
7.8-8.2Cm.6H). 8. 43(m. 1H) 

mmm 8 3 . 1- (5-^oh , 'j^>-2-^ ji/) - 3- (4-^q / <>^ 

N- (5-?naf'J^>-2-^^) 7U Sfcgfc 0 . 3 7 g ( 1 . 9 8 
mmo i) i * 4 - ?no^^if >X^7t-/M 7->7^ - b 0. 4 3g 
(1. 9 8 mmo i) ^ ^JfctfUl 9 t l^iirttSif^^ 2 6 Omg 
(31. 7 %IR30 £f#fc 0 

St* : 2 3 7 - 2 3 8'C (#8?) , 

P MR (<5ppm. DMSO-de) :4.35(s,2H). 7. 1-8. 3(m, 7H) 
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mt&M 8 4 . 3 - ( 4 - ? o n ^ > -t? > X ;t/ 7 * — )l) - 1 - ( 2 - bf 'J S 
>>!/) - << I U ^ > - 2 . 4 - S?* > (ffrfrft84) CD-^fiSc : 

N - ( 2 - f U ^ *J JU) ~T ^ J mfc 0. 46g (3. 0 1 nmo £ ) t , 4 - ? 
aaO-tr y^Jly * =- ;U-f 7->7^- h 0. 6 6g (3. 0 3uoi) 

mmmi s tmmizLxwM<t&®7 o omg (6 5. 7*>ijju£) ^?#/co 

llftj& : 2 5 0 V&L± (#JS?) , 

PMR (Sppm, DMSO-d 6 ) :4.52(s.2H). 7. 2-8. 8(m. 7H) 

MKC£^2 0mMh'JX-«i*Sli« (pH7. 5) 1 0 u i (C*&3!!*-e 
— -tf 1 0 p. £ &£tf&fct%ft<DiS K (^TDMSOtftt) m 
ffi5a£^ttl, 3 7 °C T l 0^ra^'H'> + ^^-i/3>L/c^. 
I mMAng I 2 5 //f^JoLT, 3 7 "C"C 3 0 #f&M y^x.'^- isa > 
b/co 3 0^5 0 /z £^^UnLT^MCC«-f?±L/Co I^I^C. & 

t*R»«tt<wft*T5 ju f ODMS O*l0itll»i:filS*m\ W&tLtz 0 
SWfK^Deve l os i l O D S - 5 (&tt<t&m. <t> 4 . 6mmx 
l 5 Oram) £ffil>£il5i$i£(*?nv h ?'7 7>(-(:ftU 8fti£ 2 . Oratf/min T\ 
0. 0 5 % h 'J (&T\ TF AtBSf) I 0 #TT-fe h - h >J 

0 967^6 0 ^^T'-L^^-ar-Sfi^S^ie-CS^t/co 2 l 0 nmCDi&ttlg 
-C*-*-U An g I fccka'An g I©SS n D ntJfc&-f £ C 0 b'- 

^t/c 0 S^ttTt- tic^t). An g I fcckO'An gl* 

KM*, 5 0 %P1#^JS ( I C 6 o) £*ffl L/co 

(1IU: 0 ft^WncYfc^ttCo^T. i c.o*£* i k^-To 

2M KC Ztttil OmM h 'J (pH 7. 5 ) C, Ug« 
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m~2u g/m^©g||i:jg(!fl/:t hjf^fi**f^->>G (**t"*<rA 
1±$2) 2g$20/( ^^O't^ODMSOS^B u £ ^rSsfiD 3 7 °C 
tl O^li^MV + a^-^sVU:! ImM A n g I 2 5 u £ £lJD 
X.T 3 7"CT3 0#IHI-f >*x.s<-'> a y t/co &I^"C> 3 0 %Wf& 5 0 £ £ 

{* ? hi7'57^ LTAng Ifci^An gl £5lS U fi^Zf 

5 o %mwmm (ic 5 .) *jrm u*io -eo&ms-^ 1 k^-To 

2M KC£^tti2 OmM MJ X (pH7. 5) 1 2 u £ 
ImM HC £ 2 OmM C a C £ s 8 a g/m £ ©a8ffiC&P 

^©DMSOM5 u ££8sjDU 3 7°CT1 0 #118:7 U>T > + a ^- > a 
>Ufc&> ImM Ang 1^2 5tf£mT37'CTl 5^^f> + a^ 
-•> 3 >b/Co 3 0 9€fffcgf 5 0 u £ &%itiaLTmm&ffc$:W±LtZo 1^ 

Btd, ^^j§^«lft^T5 At iCDDMSO«-fin^TI^#(wStc:^tTV>. 
tUo filE»7«*K««l tlWi:*»l!(*:?D7 hr7 7^-tIIUT 
Ang U^Ch'Angn^iU HJ >J£te**ffi bfco 
S/>MFfiH£fete, «*©«t*S*SK bTHW, 5 0%IS#&JK (Id,) £3t 
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<t&&) ( 1 ) 10 0. 0 g. flStf£,? B -tr;l/a-X2 2. 5 g *> J: CK^T <J 
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+ 2 0 0mgCD<fc£&) (1) ^ttt^, eS9mm. 112 5 0 mg®&#J££!ig U 

Yfc£tt ( 1 ) 30g, ¥L*§2 6 5 gfc<£t>'*^TU 5 g£ct: 

< U zS-^^^ffi^M Ltz'&, »VK m.n U LX 2 0 - 5 0 / v > 

i o %mftM&m~o 
mmmz. mm&#\(Dm& 

IZlt&VQ (6) ^Ml 2. 5n)g/^(rtt-5cfc 9 KJ&O^T, dSfDU «fcl* 
f : ti^II^iiili: 2 rff oiiA I, 1 30+ 2 5 mg©rt;£ 

(6) &tt-tzw.m&M&mc 0 
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